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s-y'^;w, t -yf-;v^oCi-6T;v^;i/^, G i T'aJ^$^^Tv>T t iv>p< h 
. t -7'h^v^<^Ci-6T;v=/4r'>^, G lT'S^$tLTv^T^>iv^^^;l/;:?.;l/7T- 
[0 0 3 2] 

WiE# 2004-3079233 



#M2 0 0 4-0 2 3 9 0 3 ^-v : 11/ 

h^v. 'fV7'h^v> t --7' h^v^(^Ci.6T;l'3^v^, 75/*. ^y^-^;i/T 

[0 0 3 3 ] 
Kbl 7] 




;$»;&^*At LTti. 1 --f 5 ^v; 1 -H--f ? ^5^V~;U- 2 - ;W*. 1-H 
-'f 5 4 -'f ;i^*, l-tf7V-;v*. l -H- tf v v*-;i'- 4 --r ;i/*, l 

-H- kf^ V-;i'- 5 --f ;v*. 1 -^•^;v-f 5 2 

rv''-)V- 5-^ 1 5 4 --f ;v*. 1 -/ y'-;^- 

[0 0 3 4] 

^ (1) B*«^-r^ (3) tC:felt;S>R5. R 6 ti> LT. 7K^il^-> 

otr;v. -fv/ntf;i/, t*-?-;!^. s-r^ju. -fv^^f-;!/. t -:/^;v^oCi-6T;i'^ 
;V^> ^h^v, J:-h^->, ■f^if.^V. ^yyn.-J^^v. s-T'h^v'. 
V^h^v. t h^->^(^Ci-6T;V3^v*, jc-r;::;!^, 1 - T'n 'Ni:::^;!', 2-^ 
n^— \--fT='f^^ 2--f'r — }V^ 3-':/r — ^i', 1 2 - -/n^r:;!/, 
2 2 -7'n/>?^>i/^ 1 -/<>'x — 2-^:^-r— S-^^r^^v, 4- 
1 -9^;^- 2 -:rx->»v> 2 2 -t't--;^. i -^^-b-;v. 
2-^^-b — 3-«^^-b-;v> 4-'\^-fe— 5 -^^-b — ;u^OC2-6 t;V'5^ — 
j:.^-— l--/ntr-;w^ 2-7'ntr-;i/. 1 - 2-"/^— 3- 

4-^>-5^-;i/. 1 2 -r^-;v/, 2 3 -•7'^-;i'. l 
^->-;i/. 2 f-;v- 3 i, l 2 -y^-;^^oC2-6T 

T'J;!':^^^/. 2 - 7°n^^;i/:t^ v> 2 + 2-^f-;U- 

ffigEi|# 2004-3079233 



#M2 004-0 23903 



^->^: 12/ 



n;}?^v, -fV/n;K#v. rV^'y. s--/h^v. -fVT'h^v's t-rh4r'>^05 

V ;^^<^Cl-6T;^3^'>:!&;^5^*-;^»t'S^^^^T^/>T^) J:v>) y x.=.)vm^U-^o 
[0 0 3 5] 

;5^i3, kii. OXti 1 ~ 1 50^m^*L. ki)^ 2 t ^ . R 5 :5:Z/R 6 fi-^-iL^ 

^^xib^c^R 5:5.t/R 6 fi. R 5 Xfi R 6 iriBV^T, ttz. R5R 

[0 0 3 6] 

;vft. kfiO. 1. 2. 3. 4. 5 Xt± 6 Lv^o 
[0 0 3 71 

^ ( 1 ) izaif^ z t LximT(r>w^mmifhfi^o 

[0 0 3 8] 

Zfi. G 2-cg^$tt/>:^ n-r 2 --f ;vft, G 2 TM^^ tt/c ^ n-7 4 - ;v 
ft. G 2-etti^$tL7t 2, 3 -v^H Kn^yy^v >- 2 --f ;Vft. G 2T-«Jfe$:}xf^ 2 
, 3-vt Kn^W77>-3-^'JVft. G 2T'li^^tLfc^:i-^n-r>'- 2 --f ;uft 
> G 2T'«m$tL/z2, 3 -vli Kn^>yf^:r7i>'-2 --f ;wftX{±G 2■efim$^^ 
Ttl, 3 — 2 -'r;vft«-^-ro 
[0 0 3 9] 

[0 0 4 0] 

[<bi 8] 




(A) (B) 




[0 0 4 1] 

R9~R29{4> -frfL-etm^VX. Tfc^MTXtiCi-e T^l'^^WftSr^l-o 
[0 0 4 2] 

±ieZ:*?^-t^J|:fcftiCi3Jt'5>®mftG 2 fi. ^ : NHR 7 R 7 {i. tIc^J©^, 

jf:;i'5;i/ft. T-b-?^;!'. •/ntfrt-^i'^ r-?^';;^. y^u^) )i^^<oCi-6T 

Xfi ('>r>'ft> 7[c®2ft. -/ne;!/, vrT'n fcf;i/. s 

tbiEi^2 004-3079233 



#® 2004-023903 



^-i^ : 13/ 



'J C 1 - 6 T 3 ^ -> :^ ;v ^—Ji^m'Cm^ ^tLTV^T^iv^) =Sr o 

I Xti^:0R8 R8f4. tK^JT.^. T-t^;u. T'n tr:^-::^;^. 7* 

( -7 i - ;i/ T y- )^^mmw<Dw^-nm 



. Z' {i^ (1) (CiJlt'i) Z tCiSV^T, Q2i)'^=-YumJH±Ti^)V^<Dth(DZ-^m:iro 



(la) S:#-i> ^)OT-*^o 



■^;i/jc--r;i/, T h Vvy^> (&.TTiiF tmz-t^) > 1, 4 - v:t^-9-:^^0 

mt^) . \£')'jy^imif^^tii^x-^i,o 

[0 0 4 71 



[0 0 4 3] 
[fk 1 9 ] 




[0 0 4 4] 



[0 0 4 51 



10 0 4 6] 



[0 0 4 8] 



tBiiEiNF2 004-3079233 



mm 2004-023903 



^->^ : 14/ 



Ut2 01 

(J)q (J)q 

(2') (3') 

A, J> q. B]g.r>'X{i^?: (1) KiSif^A. J. q. B;?5.t>'X t '^tL^;}x[WI i: 
^)<^S:^L. Z' {i^ (1) tci3tt'S>Zt^*5v>-r. G 2 7&^- h n^XliT 

[0 0 4 91 

fiPt>. ^ (c) -e^^tt^'fb'&Jfe^^ (d) -em$tL^'fi:-a-!fe*^v^-CT;i/^;Wb=^^T 
:^^m(D^ (1) t*^$it*7a.-;i'TV-;l'M«#-C*)*'fb>^!g^ (lb) 

[0 0 5 01 

jd^d^-S^iSJis >^a^-?^;l/i-x;i'. THF. 1, 4 - v:^^-i?->#Oa^--rJUS> ^> 
^f>, 4r->V>'^<^5^#:KeR'fb7K#IS^ v^no^t^'V, o n .-f; ;V , i, 

2 - nnjiiJ' ^^c^yNDy^'fbR'ftTlcSl®. T-bh-h'j;^. DMF, DMSOO/p 
VVJ:-^)Pr^y^ tfUv>. 1, 8 -vT^f tTvi^n [5. 4. 0] f7 > 

[0 0 5 11 

(2) T'^$tv;i>4- 5 1 -'f ;v) -^it^ / -;i'{±. «fS«<7)e£ 

(i?flx.{f®af|#K=tBM<zrr»iii2 2 6 7 1 0 1-^^^*) ^j:tizx-:>xm7k-r^^ 
^mm(o^ (1) -e^$tL;s 7i-;i/Ty-;i/fl^#{±^ ■E^fix.tf^ -^(^^ (6) K^-t 

[0 0 5 21 

[<k2 n 

(J)q 

f^N-B-Z' + E-Rl 

w ^^ 

(2") (3") 

^4•^ A. J. q. BS.<y^R 1 JiaS: (1) K^lf^hA. q> B:S.t>'R 1 
raDi<^)«r^L^ Z' (1) tcislt-SZtcisv^-C. G 2 h n|6XJiT'>;i/^<^i: 

[0 0 5 31 

nn-^. ^ (e) x^-^Mit^m^^ (f ) T-^:^tt^>fb'^!fe=^.SV^T7;V^;Wk*^f 
(1) 'C^$tLS7i-;vTV-;i/glS#-^*'2>'fh:'&t> (i c) 

[0 0 5 41 

mffiEi|#2 004-3079233 



(J)q 



R1 

(1") 



S^m 2004-023903 



^-v : 15/ 



^§tm<o^ (1) x-m^fL^y:^^n^T^/-)vmmm±. mx.it. :k<r>^ (7) \Z7^-t 



^'=f. A. J. q. B. XS.J>'Zti5^ (1) iriBtt^A. J. Q. B, X^XfZt^iv 

m-To 

[0 0 5 6] 

iojiTc^jSfi^ (1 b) x^^^^-v^'it^m'^. mm^m^>x:^mmQ^^^ii^ 

y-;wifS#WT-V >"fk^J^ (Id) i:m^i>(DX'^^o 
[0 0 5 71 

[0 0 5 8] 

HF^ 1, 4 ^>'\fy. Y)VJ^>. ^'yV>. i/i^U^^ 
[0 0 5 9] 

[0 0 6 0] 
[0 0 6 1] 

^^m\z^\>^x. m^^Tmi. m'^<o^mm^^^^^t\zi,y)^^m-^m^^ti}'i-^ 

^ S o 

[0 0 6 2] 
[0 0 6 3] 

[0 0 6 4] 

^ (1) '^^^f^^y^=')\^T^/-A^mmw<om^m\z^^^ft^^t\^x\,t. imt. 



[0 0 5 5] 
[it2 2] 



(J)q 





(1)' 



(1) 



[0 0 6 5] 



ffiiE# 2004-3079233 



#M 2004-023903 



^-i^: 16/ 



Low density lipoprotein. JilT L D L B&ia-r o ) <^^'ft6*J^'&^I5* C-T Hi o T 
3-ifT-h7J->m (2 0-HETE) v>'^--tfPl*f^ffl=^*t. U'i^^vy-^--HOf^ 

m^m.^-t^^ti,zx y)T9^ K>M=s-t vxjyovt^'yj^^ ^-^t v y^ym (hpe 

TE) tw^^1-<g)<0*^flJL. 2 0-HETEv>^'--t*tr|5a#t-*C: tlcJ: 19 2 0-H 
[0 0 6 61 

3^M. T^-'^'y i^:^ (T ay-Sacks) m^y*-i^ h - i/^ e- ^- (V 
ogt-Spielmeyer) ^fi^<7)3fe^ftitm#^<^^#^Bl^^Hi-'5.^m<7)JflLW 

it#^3fe^i^s.?/«^^. t/^:. *«(^^Biiii^> mmmmmm^. mmmmmm^. m 
B.<D^mmtLx:wmx^io 

[0 0 6 7] 

<Dm^mKWf^^^fi^^<D imxit2m&>±^m)i^^t Lx^y^-i-^i^ox^M. m 
f). ^mi$^. mm^m^MXimi$^(7yMm. mx.\i. ^m. ^m. %m. ffescs-r^ 

[0 0 6 8] 

, 7'j^^^y hm^:momid-tKJ^>L^j:\^>mmx'^mir^m&mt'r^:iti)^x^^c 

[0 0 6 9] 

-> h >^ Sr^ip-t * i i: ^) t? § o 
[0 0 7 0] 

(Remington's Pharmaceutical Sciences) 111 8)15. ^ - ^^T^) 'yy • *y 

tBiE#2 004-3079233 



#M 2004-023903 



^-v^ : 17/ 



— ^ 'i—T.hy^ ^> v';i//-?:^7 (Mack Publishing Company, Easton, Pennsylvan 
ia) 1 9 9 O^TiJ^lcflc^$tt'&|B«i::tJfeorS!ijff -Siii^^-C^-So 
[0 0 7 1 1 

^^iBfflftji. -frrnikg*)^!?. ^ (1) x-m^fi^^\:^mxii-i:<Dm^m:iWf^m-^ 

i^^ imjLii2miik±<7)m.O. I4mg~14. 3mg/B t-t'i>Ct;5^T-^. L< 
{i^ 'frfilkg$);^cf) 0. 7mg~10mgXa. <t 0 0i L < (i. 1 kg $)7t: 19 1 . 
4mg~7. 2mg/'B t-r^vlt^'T'^^o fRIx-ff. 7 Okg(^k: hic^^l"^;^ 
^ (1) ^'^l:'g•%X{4-?■<^)ll^fi<J^;i^=^$:}^^:^OfflS:IEffl{i. 1 B 1 Omg~l. 
Og.BtL<it^ 1 B 5 Omg~7 0 Omg. i «3 iff S L < {4. lB100mg~50 

[0 0 7 2] 

fi^m.'BM. mk.it. mmm(D-^=.Y~)v^ $im. Ty-fy. ^a^^yitryzfy. 7.9- 
My^y. ^j:-y^^, i9Lik^m-^^^)^m^mif^^tii^x-^ 

# «r $ ii: -S i 1 § o 
[0 0 7 3] 

^^7lc?#14<^v#?^^fiJ, }l^?pj(^^|Ri^Ji: LT{4, mk.\t-fu\^uyir^)-=i-)V. 

^b^J. ^^J^ ^^-fb^J {mk.lt. . nrrt-fb'fcv^ tv#ft?«WJ^J: d 

^JSr•^^-e^> iv^o ^Kth\tmk.\tni;T^)TW^y ^ -^mrfmM. ^«^Jco@#: 

o 

[0 0 7 4] 

IBI-S) , PEGIOOO (96%)Xl±PEG4000 (4%) «-fSM L 

^ ii-ii--i>^mz^ (1) <^'fb'^t>Xtd:-?-O3|^6<jlc|^r#$tt^:^0. 5~5 0Sft%S:^ 
tJc L^w ^) O S-^tf ^ «! t ;5o 
[0 0 7 5] 

, ^';-bn-;v, i^'y-;i/^$-^gfflL. (1) <^<b^!^Xtt-5-om^a9 

lc|^#;^tL^J^=Sr 0. 5~ 5 0mS:%t^(-, 'tt^<^ISmT i^i^'-?^ h ^tfc^-fr 

ai|E# 2004-3079233 



2004-023903 



^-v : 18/ 



[0 0 7 6] 

M<o:^§tm(Dyx.=.}VTv-)vmmi$-<DWkmit. 0. 001-3% (w/v) .0tL< 
tio. 0 1-1% (W/v) x^y)^ ^^■mii^^(Dmm. B.m<^i$-n^<DU^ (oitm\z 

i •? 1 B 1 - 4®. ^mfMmt-r^^bii^X^^o ±IeiS4-»{i^<^fea^■e^b^9^ CIO 
X. T^-^f ^ c: t -e ^ ^ o 

[0 0 7 7] 
10 0 7 8] 

m^^<Dmmit, 0 . 0 0 1-3% (w/w) . if t L < {± 0 . 0 1 - 1 % (w/w) -e 

[0 0 7 9] 
[0 0 8 0] 

immm 1 ] 

[0 0 8 1] 

ami :4-(±)-(5--hn-2, 4, 6, 7--r f Kn/^vy7 9 

[0 0 8 2] 



mfE# 2004-3079233 



mm 2004-023903 



^-i^: 19/ 



[it2 31 




1- (4 -T 5 y 7 ^5^V-;H. 7gt2, 4, 6, 7-xh^^^;V- 

5 h n V t V >- 2 -T;l'T'ti K 1 . 0 9 g ^J^^b^ ^ 5 3 m 

hUT-feh^->5j<n/N^ K2. 9 1 g^^tnL. ^iS-e— ^m#L7to H:jSI»-Tm 

Lfzo 5S^=Sr ^ A n -7 h i^^^^f - nn:j^;i/i^ : ^ 10 0 

: 3) -Cii*i^LS6*JJ^l. 2g*#^^o 

XS2 :4 - (±) - (5-T5y-2, 4, 6. 7 -T" h 7^-^;Vi^V: Kn^>V7 7 

[0 0 8 3] 
nk2 41 




4- (±) - (5--ho-2, 4, 6, 7 -X h ^ ^^;i'V t Kn^>y^77 >- 2 
--r;v^^;i/) T5 y 7a^-;u-f ^ ^^y-;vo. 9 3 g ^ 2 o %7KM'^b/^•7>^'> 0 
. 5 gl-f^^l Om 1 ^^^J^x.^ TfcSBE 1 0 k g/ c m\ 5 0 t^-e— Bjfe«*^sL^Co Rf&TSL 

- (^oo^;^^ : ^ ^y-;i/=2 0 : 1) T-i|*$!iLga<)ig&0. 5 7 g ^rff/co (Ja«f^ 
nD20.4 1.5693) 

[0 0 8 4] 

X@l : 5- (4- (±) - (5--hn-2, 4, 6, 7 -x b ^^Vi^Vi Kn^ 
>v*7y >- 2 T 5. y y tTy y-;K^i!i5t 

[0 0 8 51 
['fb2 51 




5- (4 tr7V-;V0. 77gt2, 4, 6, 7 - x h 7 p< •?•;^- 
5-^^^yt: Kn^>y7 9 2 -T^V-f H Kl. 0 0 e^^^tJ^-^U> 3 3 m HZ 
mmL. MO. 5ml*«L> ^iaT-3 0:S^m?|2L7to ^^btlTt^/SfKlC^h h 'J -^7^^ 
h V T-fe h^v'jKnyN^f K 1 . 7 0g=£-»t> M^X- 2 ommmWLfZo KlB^ 

ailE#2 004-3079233 



#M2 004-023903 



■^-i^ : 20/ 



[0 0 8 6] 

Xm2 : 3 (5) - (4- (±) - (5--hn-2, 4. 6. 7 -7^ h 7 ^ ^;!/ v 
Kn^>V79 >- 2 -'r;i/>f-;i') T^-^^ji-;!^) -l- (r h 9 Kn 2 

[0 0 8 71 
[<b2 6] 




5- (4- (±) - (5-— hn-2, 4, 6, 7 h f-^l^vt Kn^>V*7 9 
>- 2 T^y^x-;!/) tr7y*-;vo. 5 0 g t p - h >^ 
•7lc^%0. 0 1 g i:=S-g^m^^;v2m Uc^ftlL. SOrcML^Co t^m 
^^;V2m Uc^filLTta, 4-v'li Kn-2Htf7>0. 1 3 g * 3 O^S-CrSTL^ 

(o'immm o p h ts-- 7 ^ $ T-7RT'T$fe# l „ ^mm ^ ^imm-^ ^^.^y^u t-^-j^ l 

^ >jry-;v= 50:1) T-ffllS-r*Ci:T% Bfi<j!^«r 0. 6 0 g#7to 
[0 0 8 8] 

XaSrS (5) - (4 - (±) - (5--hn-2, 4, 6. 7-r b 9 p< -f- ;i' 

>-2-'f;u) tr7V-;wo^it 
[0 0 8 9] 
\VC2 7] 



Me 




3 J 5) - (4 - (±) - (5--hn-2. 4, 6, 7 - x h 7 ^ f^;!/-:^ t Kn ^> 
yy7>'- 2-'f t^^^ji-;!/) - i- (x h 7 k: Kn tf^ >- 2 --f ;v) 

e7y-;wo. 2 3 g. J: ^'fk^-^^JHm 1 u >>A 0. osg^^r-feh-hv 

SStt. i6<j!il«rO. 1 4 g^tzo 
[0 0 9 0] 

X^4 :5- (4- (±) - (5--hn-2, 4, 6. 7-x b f-;i'v'li Kn^ 
[0 0 9 1] 



miIE# 2004-3079233 



#M2 0 0 4-0 2 3 9 0 3 ^-v : 21/ 



Ut2 81 




3 (5) - (4- (±) - (5--ho-2, 4, 6, 7 -x h 9 ^ Kn^>' V 

2 --f -j«'^;wT5 y — -l- (-r h ^ v: Kn >- 2 -'f 

;v) t°7V'-;i/0. 3 2 g=Sr^j^L/cm<b^^V>'3 Om UC^iSt. SlCJC^iPLfCo 

yn^ij'pAi^u'r Y-^'7y-(- {i^uu7^)vj^ : ^ ^/-;i/= 50:1) -efflSiiL, Bfi<j 

0. 2 6 sntzo 
[0 0 9 2] 

XS5 : 5- (4- (±) - (5-T^y-2, 4, 6, 7 -T" h 7^ f-;Vi^t Kn^^ 

[0 0 9 3] 
\it2 91 




5- (4- (±) - (5--hn-2, 4, 6, 7 h 7 f-PWv^H Kn^>y"7 7 
2 --f ^ •^;VT 5 y kf^V— ;i/0. 2 6 g I' j:-:?' y -;n 0 m 

1 SriPx-. . 2 7Kffitf0. 4 3gt8tmi?3 m 1 =^«L> 2 BfKijn^^lslL 

iJY}V'f3'7 J^i^u-r YiT^y >( ^ (:^onjh;i/i. : ;>?^'y'-;v=2 0:1) "effiML. B 
e<)Jfe'SrO. 2 2 g#7to (lll^ 1 1 3 - 1 1 7 "C) 

i^mm 3 1 

[0 0 9 4] 

Xei : 2, 4, 6, 7 -T- h 5 h ni^t: Kn^^y^^ 2 - h »; 7 

;i/ n ^ iJ' >' ;^ ;v jj> jf. — h OSIiit 
[0 0 9 5] 
Ut3 0] 




h 7;l'^n^ ^ >;^;i/j^>^^7|ctf6. 7 g $r viJ' a n ^ ^ > 5 0 m Uc?#<5? t> 0 

, 4, 6, 7--r h Kn^>V77> 5. 0 g t h 'J J^^;WT $ V 2 . 4g 

ttigE#2 004-3079233 



#iM 2004-023903 



^-v': 22/ 



^ffi=Sr vU ts Y Tiyfi =7 ^ n-7 h ^yy — (^^ n n;j^;i/A : ;>i — ;i/= i o 0 * 1 ) 
[0 0 9 6] 

X@2 : 4- (±) - (5-— M3-2, 4, 6, 7 -x h 7 ^ Kn^> 

[0 0 9 7] 
[<b3 1] 




4--f 5 1 ->f ;v_7j,y_;i,o. 2 5 g=£:DMF 5m 1 tc^«|L. W^T 

. 6 0%7X*<l:f- h V "t/A 0. 0 6 g^^UnLfCo ^zaT'lB#FBl«£i^L/^m. DMF5m 
WZ.^'mX^fzl, 4, 6, 7-xf7y-5^;^-5--hnvii Kn^>y7v>-2- h 
>; 7 n p{ > ;t> - h 0 . 5 g ^Ir^iD ^^atr 1 ^^mW^X^fz^ Km^. tIcT' 

. tKI Om 1 «rinx.. *faiL7tM^«:iijaL, Jnlgi|gi^i-^Ci:-C, afi<jJ^«:0. 3 g# 
[0 0 9 8] 

Xg3 : 4- (±) - >'-2, 4, 6, 7 - 7^ h 9 ^ H Kn^ > V7 

[0 0 9 9] 
[<b3 2] 




4- (±) - (5-::^hn-2, 4, 6, 7 - x h 7 ^ ^;i/>>' t Kn ^ > V7 9 > - 2 
-^;vyh^'» -7i^;i/- 1 $ ^y-;i/0. 3 g tca^^ y -;n O m 1 =SriJnx.. 
^<bf^-;^X. 2 7jcfnt?0. Sgii^J^mS m l =^i^JnL. 2BfPttM^L^^o 

7Ai}'n-y'hi}^7 7'r - (:iron.i.;i/A : y ^y-.;i/=5 0 : 1) T-i{tiSiL> efi<jJ^*0 
. 2 g#/co (ilJ.'iC 1 2 9 - 1 3 1 "C) 

[0 10 0] 

4- (±) - (5_75y_2, 4, 6, 7 - x h 7 t Kn^ > V7 9 - 2 

-'r;l'y ^;i/T^ -7x:^;i/- 5 - 1 H- tf7 ab-^J^S-l) '£r^^M1^#: 

^SSffl*9ACH I RALCEL OD (^^^ -bMtS^X^ (:^) ) iSrffiv^r^gllL. :S 
^t3JSmLT< *.7 9^">3 V 1 4:m;&*ibijSmLT< -5 7 9^' v'a >2 S-#fc:o -ett-PtL 

ttJiE# 2004-3079233 



#M 2004-023903 



^-v^: 23/ 



7 7 V 3 > 1 



7 7 V 3 2 



-tS^BfF^ 13. 7 m i n 

(-) - {it^mS-D mp [1 
[a]D-16. 6° (C 1.01, 

HPLC >99. 9%ee 
-Bft^^Pg 2 7 m i n 
( + ) - {it^m5-l) mp [1 
[a] D+1 6. 9° (C 1.0 0, 

HPLC 9 9. 8%ee 



0 7-110] 
E t OH) 



0 5- 1 0 8] 
E t OH) 



HPLC^# *vA 



U V 

fj7 2^um 



CHIRALCEL 0D(4. 6 X 2 5 0 mm) 

=600:400: 1 

1 . 0 m 1 /m i n 
2 5 4 n m 
4 or 



[0 1 0 U 

1 

2, 3 
1 
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^H-NMR (CDCl,, 6 p pm) 


14 


1. 0 \S, on) , 1. 0 \m, iw , l, U lUl, iW , 6. 1 VS. On/ , 6. 10 ^S, on/ i 6. Ml. ^n/ , 

3.3(d. 2H).4.2(t. lH).4.7(br. IH) . 6. 7 (d. 2H) . 7. 2 (m. 4H) . 7. 7 (s. IH) 


1 o o 
1 — Z Z 


L 4 \S, on; , 1. 4 1. 0 Im, lUn/ , l, \) IS» on; , Z. UD VS, on) , 6, 1 ^o, ow » 

2. 3 (s. 3H) . 2. 8 (d. IH) . 3. 0 (d. IH) . 3. 1 (t. 2H) . 3. 8 (br. IH) . 6. 6 (d. 2H) . 

7 0 im AU\ 7 7 /o 1U\ 

1. Z IID, 4n/ , (. r VS, in) 


2-2 


I. 3 (s. 3H) . 1. 8 (m. IH) . 1. 9 (m. IH) . 2. 0 (s. 3H) . 2/1 (s. 3H) . 2. 2 (s. 3H) . 

L. I itW) , 0. 0 vin, Zny , 4. 0 101, In/ , 0. 0 

6. 7 (m. 3H) . 7. 1 (s, IH) . 7. 2 (s. IH) . " 

7. 2 (m. IH) . 7. 8 (s. IH) 


u r 


4. 0 (br. IH) . 6. 4 (d. IH) . 6. 7 (d. 2H) . 7. 5 (d. 2H) , 7. 55 (d. IH) 


8-1 


1. 5 (s. 3H) . 2. 0 (s. 3H) . 2. 05 (s. 3H) . 2. 1 (s. 3H) . 2. 8 (d. IH) . 3. 2 (d. IH) . 
3. 3 (s. 2H) . 4. 3 (br. 2H) . 6. 6 (d, 2H) . 7. 3 (d. 2H) , 7. 7 (s. 2H) 


8-4 1 


1. 0 (t. 3h) , 1. 4 (s. 3H) , 2. 0 (s. 3H) . 2. 05 (s. 3H) . 2. 1 (s. 3H) . 2. 8 (d. IH) . 
3. 0 (d, IH) . 3. 5 (m. 4H) . 6. 7 (d. 2H) . 7. 3 (d. 2H)'. 7. 7 (s. 2H) 


13-1 


1. 6 (s, 3H) . 2. 0 (s. 3H) . 2. 0 (s. 3H) . 2. 1 (s. 3H) . 2. 5 (br. 2H) . 3. 0 (d. IH) . 
3.2(d, lH).3.3(s. 2H).7.2(s. IH) . 7. 3 (d. 2H) . 7. 3 (s. lH).7.4(d. 2H). 
7. 8 (s. IH) 
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10 1 7 1 1 

mun (*^^^ 1 0 m g 1^) 

^^^g-fb-^t? 1 0 m g 

8 1. 4 m g 
2 Omg 

t: KD^->7°ne;i/-fe;VD-;^ 4mg 
*;U/-f?^v;< •f-;i'-lr;vn->^*;i/v'> A 4m g 
;^7^7 V >^-7^^;T>->-^ A 0, 6mg 



-^f t 1 2 0 m g 



±iBc7)J: d^ra^i'S:^ J: ^ ll, :*:|^^'ffc'^tl 5 0 g. fL$l4 0 7 g;5.0^='->;^ - 

f-1 0 0 g*> m.mmL-=t-7-^ >^mm {±)mmi^m m) m) ^i^mLx^ 

m^Lfzo itLtc, 1 0%t: Kn^iz-Zn tr;i/-b;i/n-;^7fc^t£2 0 0 gtit^LTitlt 

A2 0g^ >^T-T'; :^^-7i5^^>'>'t^A 3 gi^iJPx.. n-iJ"j-JriS^ («X^ iW) M 
) ■e7mmX8. 4 ROB^^mMLX. -mMtz*) 1 2 0 m g O^^J'Sr#/io 

[0 17 2] 

[in vitroStMJitS^^ffl] 

2|5:|§eg'fb'g-!^<^in vitrotnim'fbJItS^^ffl*, Ma 1 v 7^(0^3^ (Malvy. c. . et al 

Biochemical and Biophysical Research Commun i cat ions ^ 1980^> |^95^n p. 734—737 
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y MS=SriSaiL. 7fcJ^T> 15t^5^fi<^'; ^^j^^R-^Scfer^TK^fSE (pH7. 4) (J^IJl 
TPB S tm&iei-'&o ) 4:JDx> x7n >;j^^v?:^^■^f-t:•*^v':^-f XL^ 10 00 
0 g-C2 O^K^.C^^fi|L. ±?»OJii;j^^i;^- h=^fli!iL^Co P^L/cM'-^^v^V- h 

) =gr**7to 8*(l7Fi-o ^^^^^'fb'g-i^tiin vitroJiL^'fbJitKf^ffi L 



[0173] 
[*4 6 ] 


mi 8^ 




in yitro mmmitmmi^m 
5o%mmmm (i c.n um) 
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5-8 2 


0.40 
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0. 43 


Mm- 1 
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0. 23 



immm 1 1 

[0 17 4] 

KOL Hco-60) ^m.-kM.immv^m-x\tmM x^fz^mvc^m^. 3 s 
^jb^j^o^M}c^^it^ia«^(i^flsi^ (^s^^^^^^) tfti^<b^%fe-^^<;5ii 

mvc'^^^^ij-h^ibfzo m^^mi Q^ic^-To ^^^^^^-fb-^J^fiai^^tf 
[0 17 5] 
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[in vivotft^'fbf^ffl] 

. Med. Chem. . 1997^. ^0^, P. 559-573) CT. mtm—^<7)-r^ 

x«< ^)mTJSi*!iS:#t^i*^#^«)^?Bt^<7)iq]M?a^yi^^fF{ffiLfco s i c : ic 

R^mi^v-^X (5^11) (a:^S LC:^!^^ttJ: 19 A#) . -#3~7E^fflv>. 50m 

M^im-m.(D^m'km:^mmi-r mm^ ^ 5 i is^- l /w 

it^^ij ;V'Xtt^N IKKOL HCO-60) ^S:ft:^7K^vWt3v§jPf3lt±]t;^§ ^^fb 

^>ib*4i)/co ^^^m2 im^T^-to m^i)-h. -^mMt^mitin viv(mM.imm^^ 

[0 17 71 
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5 0%ia^fflg (I Dso mg/kg) 








4. 5 
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2 — 1 
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5 —3 


6. 2 
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5-8 2 
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14 


9-1 


4. 1 
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*fM-l 


>30 


>30 


mm- 2 
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53 
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[HM^ 9 ] 
[01811 

iN^mmmm^^iti%^'v:^^uyw^t}^-r->m (nikkol nco-e o) mm 

ir^MLtzo mmir^i^T. 0. IMh V ^—^^mmm (pH7. 4) mwa> 

m&^^'E^ji-^-^''- (Ns-3 1 OE : B^mm^mmtm) -c. 5%ji^^v^^- bfgt=gr 

(*#^. \^^<y5U 21-29. 1977) T>^l:L7to ^i^-^fitc^tt^ Pl«^;d-fb 3 0% 

i5i#-r^^## (1D30) ^£:^*:)/co •e<^^m=^^2 2^lZ:^-ro ^m^h. :^mMit^ 

[0 18 2] 
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[^5 0] 



m2 2^ 





ex viwmmizisif^tfimmtmmi^m 

4-.) 


2-1 


7. 9 



mmm i o ] 

[0 18 31 

[5-Vy\?^~>yi--^ (5-LO) :5.t>*l 5-U.i^-4rvr:^-4f (1 5-LO) 

5-LO|5a#®tt{iC a r t e r (Carter G. W, et al, J. Pharmacol. Exp. Ther 
. : 256. 929-37. 1991) <D:^m^-U^^Lxm^LfZo fiP*>, X^i^L'^X-}^ h 

V3> (3 7t:. 15^) Ltz^k. ^hizSOfiM A 2 3 1 8 7 ^jfJDx. -> 
3>(3 7'C> 3 0:^) L/Co -e-O^^^^i-^n^ n h Va^>B 4 ^Ji>-if A-f Ay 
T-;'-bW'tCj:oT^^L. ^<Oil^^ibifcJi^'fb'g-%<^ 5 - L 0 t^j^-T-i, 5 0%^mmUmm 
(f.M) ^^BLfZo ^*«-^2 S^iC^-fo 
[0 18 41 

1 5 - L 0Pl«®t4{iAu e r b a c h <b (Auerbach B. J, et al. Anal. Biochem. 
1 201. 375-80. 1992) <^:^^i:-U^mLXWl^LfZo IDt>. -^^^^li^btfS^ifiL^J: 0# 

/^15-LotDMso {M^mm^i 1 %) izmm Ltz^mt^:^^ v >mmmm. ( p h 

7. 4) ^X-:rU^>^a.^~-^B> (4"C> 1 5^) L/cf^, 2 5 6 ;iM'jy l^^^m 
^£:iJn;c;^<btC^>iE^.i.^-v3 > (4'C, 10:8^) Lfzo 't<DmWz^^ir^ 1 5 -HET 
E^^i/tmit^ (ODeeoni.) tcJcoTfeSL. 't(Dm^^hU.mit'^!^<D15-L0izn 
-r^ 5 0%^^miJigiK (a^M) Sra?mL/:o M**l^2 3«H^i-o 

'^b'^t/{i5-';*°^vr:^--^f (s-lo) i^zj^'i (is-lo) 

[01851 
[fb4 71 




mm- A \.tT%?.it%m (edaravone) T'^-So 
[0 18 61 
UtA 81 
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5 o%m.mmm. ucso mm) 


5-LO 


15-LO 


5-1 


0. 16 


1.40 
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>10 (343!) 


3. 26 




>10 (32X) 


5. 57 
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il^r^Ls Z{i> Mm$tL/ii^nv>-2-'f;i'^. n-7 >- 4 - ^ 2, 3-v 
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